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(54) TACHYKININ ANTAGONISTIC AGENT 

(57)Abstract: rX 
PURPOSE: To obtain a nearly new amide derivative having ^^^^^Chs } 

pharmacological action such as antagonistic action on H o 

tachykinin, especially antagonistic action on substance P ? ^ 
neurokinins A and B, its optical isomer and their salts. TT 
CONSTITUTION: The objective tachykinin antagonistic M * 

agent comprises an amide derivative of formula I [Rl is H, tf^x—xP % 

alkyl, cycloalkyl, etc.; R2 is alkyl, A-R5 (A is single bond or v - 

alkylene; R5 is phenyl, etc.) or formula II or III (X is N or CH; ® ^ 

R6 is H, lower alkyl, phenyl or aralkyl); R3 is H or formula IV -c -o f 7 

(R7 is alkyl, phenyl, etc.); R4 is benzyl, benzhydryl, phenyl, K 4 j. 

etc.], its optical isomer and their salts, especially among them, ^k^^V^B 2 * 

a new amide derivative of formula V (R9 is same as R3 with h ^ 

conditions attached), its optical isomer and their salts (e.g. N- ^ 
tert-butoxycarbonyl-L-phenylalanine) as an active ingredient. ir3 i 

This compound of formula I is obtained by reacting, e.g. a ^ N> ^"eOQH 
compound of formula VI or its reactive derivative with a -H 
compound of formula VII. This antagonistic agent is effective r) 
in treating respiratory diseases, ophthalmopathy, BD\^ ^ ^ 

dermatopathy, etc. ^ 
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^snTfeti, -€-©A^*fe*#*«siic^-r„ *&, 
SJiSfllfctt, #Sggi?E3*fl;£4&*&»©t>©©*l&±© 

<«*«) 

[0 0 4 9] ffl^Wl 



mm 2 se^a* 

ft* 

3->X*-^ 

t Fn+i^DfcVHrjI/D-x 



2 Omg 
5 7mg 

3 8mg 
4mg 
lmg 



& ft 

£*0!I2 8<Dfc'£®2 0 g, 11*15 7 g, 3->X*- 
^3 8 g£^-fCg-&-T^. iJcClOXtFn+^D 
hfJH^D-X?8i8:4 0 g£an*TS5ftg8rr5. tSM 

HiSfisj2 8©'ft-&igj 

lea-t^D-x 



1 2 Omg 

W- H 1 g &HDAT?i-&-rS. 7m/m 5. 6R©B 
[0 0 5 0] ffl*W2 



1 5mg 
4 Omg 
1 4 4mg 
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lmg 



*)Ktt'2' 8-0fcftttl 5 g. #S-t^D-X4 0 g, £ 
fiatfl4 4g, ^fTHMgSft 

[00 5 1] Kiiflll 
N- t e r t -^h+->*W-JP-L-7ir;i'77 
X>5. Og, N-^^HJI/Jj^U >1. 9 1gRtf;* 
TX/yZUy-i H50mlfiD^fttC, i0 
frBIT, ^naKg^f 77*tMI/2. 5 7gSM, -1 

5 2 0t:T2 OtfRBJttfbfc. EUttmzN-*9-fr 

^>v>JU7 3>2. 2 8g£inA, £fi v T?-£Jf#L 
fc. Rl&m\Zi/unft)V&l 5 0ml£JnA. *, 5% 

(6:1) ©J18re*HiU N- t e r t -T'h+S'rt 
J!/^-Jl,-L-7x^75n> N-'OvW-N- i» 
^JVTSFe. 4 2g£#fc. n«iCbTWBM2. 

3 fflfc£«!l£*lfc. 
[0 0 5 2] gg&$|2 
N-tert -7f>*->*Wz;i/-L-7i^75 

[0053] wtmz 

N-tert -7h3->fi)m=.)l-L - - 7 x.-)V7 
±i2Saii«SJ 1 ~ 3 toK&Mm&y- 1-287095^ 

&mz&mzntz&tofc%®v-it>ztn'fe.zt\it. 30 

[0 0 5 4] ##0U 

3-7x^7*atr^75>3. Og. t!Uv>>6ml 
**|»y:7Jl<:*nlttl 5ml »ot:-e«T 

Lfc. S>S?i^!g!lSSST?3^W«^UfccD^jS«56S 

mm, *T)H5fc*^. **«»vy*3'«>A-r(aiL. 

i§«t£SSUTifi§?©N- (3-7xx;V7"nt?;» - 
MJTJl'tfnT-fe NTS £©%>©£ i?*^ 

»Z»75 H3 0ml 1- 'J 7A (6 

1. 8 gKO-CTflSTLfc. 40 

-r?3 0#Jt#&, asfca'Wb^^ve. 4 g sott? 

MTU Sm-p3fifB8«#t&. EJ&ifcKzKSJD*.. n> 
?-HJ9A*|gK6 0ml i«K, SiBTl 5l$ra«# 

■ft^-hu^ATy+wu »ex?;p-c«itaufc. 



2 0 Omg 

7xXJU7*DfcMW 75 >2. 2g.*i&. 
[0 0 5 5] aft&tttttt; 
MMI***'**!^ (CDCht", TMSftgfg 

m 

6:1. 7 0~2. 0 5 (m, 2H), 2. 4 3 (s, 
3H) , 2. 5 4~2. 8 8 (m, 4H) , 7. 0 6~ 
7. 4 0 (m, 5H) 

TXWHkm/z 149 (M+) 
«TP»fcLT#SHf 2 ©ft£%£-&j£bfc 
[0 0 5 6] ##092 
N -*<?■)],- 4-7 x-JV7*3MV7 5 > 

[0 0 5 7] afl#Kri£tt; 

mm$L#®*'<.>7 MP (CDClit, TMSAif 

w 

6:1. 40~1. 90 (m, 4H) , 2. 42 (s, 
3H) , 7. 04~7. 39 (m, 5H), 2. 5 0~ 
2.8 5 (m, 4H) 
TXX^k^rm/z 163 (M + ) 
[0 0 5 8] ##0J3 

->i7D^i/;>7S>2. Og, ^fl/^D^ H3 
0ml, * 2 0 m 1 ©jg£*|fc, ^> , /<;V?D7< H 
1. 4g£0-C-eirFU SfiT4^fMa#Lfc. RJS 
$Kl&££&*$gj0t£iD;L, ^fl/^D^ KM 
»*U lS5£*Kft7-hU>7A*^, *T«a^Sfe 

LTN-i^n^*->;t/£m#K73 H 1. 9g£# 

&. ^enfeN-i/^DA+i/^ms^s h i. o 

g©rh7tHD77>2 Oml&fflEfcTMSfc'J^A 
7;P5X>7A0. 28g®rh7th*D77>l 0ml 

mjricmtu *»ti*iimi*u ss^wmii 

ttlttLfc. Kfc&SO'Ctci'frSJb. fiSffithHJSA- 
1 0*Slt»l. 6 gSfl]*., £i&T3 o#Jg#L;t. s 
6 tCK&ifcK&tzKSfEKT- h 'J >7Ai£lD^, 3 0# 

;P73>0. 8 5g£#fc. 

[0 0 5 9] JSfl^Wtttt; 
IMB**"****]^ (CDCht, TMSftffig 
*) : 

6:1. 0 0~2. 10 (m, 1 1 H) , 2. 45 (b 
r s. 1H) , 3. 8 1 (s, 2H) , 7. 13~7. 
4 6 (m, 5H) 

VXX^Nkm/z 189 (M + ) 
£4T^ICLT##0lJ4~ 7 ©fc-&«!J££j£Lfc. 
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[0 0 6 0] ##W4 

[0 0 6 1] a^b#Wtt« ; 

mmfbRmx^phfr (cdci 3 *, TMseggsg 

W : 

5:1. 20-1. 8 1 (m, 6H) , 2. 4 2 (s, 
3H) , 2. 48-2. 70 (m, 4 H) , 7. 05- 
7. 3 6 (m, 5H) 
TXWh^:m/z 177 (M + ) 
[0 0 6 2] #%#15 

n-^^v- 6 -7x-;va^^;I/75 > 
[0 0 6 3] afls*Wtt«; 

(CDC Is*, TMSrt«e 

*> : 

5:1. 20-1. 80 (m, 8H) , 2. 42 (s, 
3H) , 2. 48-2. 70 (m, 4H), 7. 10- 
7 . 3 6 (m, 5 H) 
TX^hJ^m/z 19 1 (M + ) 

[0 0 6 4] ###J6 
N - * ^;i->^ n^i/jpy ^ > 

[0 0 6 5] Wfe¥tttttt; 

7XX^W:m/z 127 (M + ) 
[0 0 6 6] &%mi 

N - * 2-*/#u a,* >-;i/x^;i/7 5 > 
[0 0 6 7] Sfls^tttttt; 

^£ Ml' (CDC la*, TMS 



5 : 0. 9-2. 0 (m, 1 3H) , 2. 4 3 (s, 3 
H) , 2. 3-2. 9 (m, 2H) 
■7X^hJV:in/z 14 1 (M + ) 
[0 0 6 8] ##W8 

>fy^D7x;>i. o o g^^^y-;u3 omKo 
*^*73>04OX;**/-;t**5. 2 

7C*f«f«t (C 24 H 32 N 2 03 • 0 
C {%) 

m^m 71.88 

£gfttt 7 2. 00 

mm^mx^z h)v (cdci^, TMs^esg 

5:1. 41 ( s , 9 H) , 1 . 75 (m, 2H) , 
2. 4 8-3. 3 5 (m, 9 H) , 4. 7 8 (m, 1 
H) , 7 . 10-7. 29 (m, 1 0 H) 
7XX^Hl/:m/z 3 9 7 ([M+l]*) 

«th»ic hxfmm 2-i5 

[0 0 7 2] £ftfl|2 

N-tert -^h+^*;^-;V-L-7x-;P7^ 
x> N-^^-N-7xWl/7^ F 
[0 0 7 3] Sfl^fefttttt; 



4g*iD*. f 6 5t:T-£S#bfc 0 Kttttir 
***t*£*:hHJ£A0. 7 6 6 g^M, 0t:Tl 

*»*«*-c*^ f i«^i6*s^Ta 
taut. »M«ft»»x?^-e«v^ hj* 

A. *«ft^hU5rAtin*, «tt*7^*UtttU 

$">AT«*U *Kt«SU 2, n-s>*9VW-i 
-7x-;i/^ntf;V7a>0. 7 4gW: 0 
20 [0 0 6 9] a*b¥M&#; 

««5[&fgX^Ml' (CDC1 3 +, TMSftfflg 
*) : 

5:0. 76 (d, 3 H, J = 7Hz), 0. 99 
(d, 3H, J = 7Hz, 1. 9 1-1. 9 8 (m, 1 
H) , 2. 2 6 (s, 3H) , 3. 2 4 (d, 1 H, J 
= 7Hz) , 7. 2 3-7. 2 7 (m, 3H) , 7. 3 
1-7. 34 (m, 2H) 
VXX^ h;i/ : m/z 1 6 2 ( [M— 1 ] + ) 

[0070] mmmi 

20 N-tert -^h^rvM^-L-7x-^77 

->i. og, N-^^;i/- 3 -7x^;i/yu tf;U7^ 

>0. 5 6g, y*3\>l/*;i/A73 F2 0ml©i^i 
fc, l-h\ s U*?i"O*/b*)7V-)l'0. 5 1 g, 

1- (3-v^^;U7ayynt!;W -3-x?-^*;p 
#^$h*wo. 5 9g^jnA, sa-eisttntt 

30 ©N-tert ~7h* - L -7x^7 

7X> N-^^-N- (3-7xx;u^nif;w 7 

^ F 1 . 4 6g*»fc. 

* [0071] m\&mmi\ 

. 2 5HiO£LT) 
H (%) N (%) 
8.17 6.9 9 
8.0 7 7.1 1 

TSSMfti (CaHioN.^Oa • H»0<!:bT) 
N (%) 

40 m&m 6. 99 

MM 6. 9 4 

m : 

5:1. 4 0, 1. 4 2 fthfhs, ^tt9 
H) , 2. 5 0-3. 0 0 (m, 6 H) , 3. 2 0- 
3. 6 0 (m, 3H) , 4. 7 6 (m, 1H) , 5. 2 

5, 5. 37 (^n^n&fc-trr 1 h, j = 8. oh) 

7. 0 0-7. 3 0 (m, 1 OH) 
m^hJkm/z 3 8 3 ([M+l] + ) 

50 [0074] nmwz 
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N-ter t - h*v#JU#n;l/- L -7x^7 v 

7G*##rtt (C««H34NlO8-0. 

C (96) 



[0 0 7 5] WfcWMttt; 



MBAA**"^ Ml, (CDCht, 



7 0.73 
7 0.77 
TMSWg 



6:1. 20-1. 75 (m, 13H) , 2. 50- 
3. 4 0 (m, 9H) , 4. 7 9 (m, 1H) , 5. 3 
7 (m, 1H) , 7. 10-7. 3 0 (m, 10H) I 



H (%) N (%) 
8. 6 6 6. 8 7 
8.16 6.6 8 
^VXX^HP:m/z 411 ([M+l]*) 
[0 0 7 6] £ttfl4 

N-ter t - ~?Y3rzsJj)V#~)V- L - 7 x ~ JP7 v 
10 -> N-^»-N (5-7xrM>») 
: [0 0 7 7] fflft^M&tt; 



7G?K##rffi (C26H3eN2 0 3 iUT) 



I***'** h)V (CDC 1st, 

6:1. 17-1. 30 (m, 2H) , 

4 1 (^nfns, £:bttT9H) , 1 

5 (m, 4H), 2. 5 3-2. 5 9 
2.61,2.83 
2. 9 0-3. 3 7 
H) , 5. 3 4, 5, 



3 0 (m, 10H) , 

4 2 5 ( [M+l] ♦) 



1. 4 0, 1. 
, 5 0-1. 6 
(m, 2 H) , 

(tn^ens, ^t>tT3H) , 

(m, 4H) , 4. 7 9 (m, 1 

3 8 rt-n-end, 1H, J =★ 

5c*»«r« (Ca7H>iNiOafcLT) 

C (%) 

ffll&ffit 7 3.94 



C {%) H (%) N (%) 
7 3.5 5 8.5 5 6.6 0 
7 3.2 6 8.5 0 6.4 7 
TMSMS *9. 0) , 7. 1 0-7. 

TXX^ h)V : m/z 

[0078] mmms 

N-ter t -yh^M^-L-7xrjI/77 
^ -> N-^^-N- (6-7x-M^yiW 73 
P 

[0 0 7 9] afc*fiStttt; 



ttBjUWX** HI/ (CDC Is*, 



6:1. 16-1 

4 i »nfn s 

3 (m, 4 H) , 
2. 6 3, 2. 
8 5-3. 
,5.33 



3 5 (m, 4 H) 
<&*)irC9H) , 



7 3.84 

1. 3 9, 1. 
. 5 3-1. 6 
(m, 2 H) , 



H (%) 

8.7 3 

8.8 7 

H) 



N (%) 
6.3 9 
6.0 0 
J = 8. 0Hz) 



1 5-7. 2 9 (m, 10 
4 3 9 ( [M+ 1] + ) 



2. 
H) 



, 2. 5 5-2. 6 0 
8 3 (ftlfns. £fc>i*T3H) , 
3 5 (m, 4H) , 4. 7 8 (m, 1 

5. 3 8 (-tn-end. ^mti^ 



30 VXX^hJl/:m/z 

[0080] *mm 

N-tert - 7 b*y%)l>#-)l- L - 7x ~ 5 
[0 0 8 1] afls*«tt«; 



1. 5 0H a O£LT) 



2P) 
6 : 
3. 
H) 



ft***"^ h;|/ (CDC la*, 

0 . 7 3-1. 61 (m, 1 5 H) 
10 (m, 1 H) , 4. 11-5. 
, 6. 9 5-7. 4 1 (m, 1 OH) 

7G*#SH1 (C2 7H3 6N 2 0 3 • 0. 

C (%) 
7 1.91 
7 1.90 



3 9 7 ( [M+l] ♦) 



^•X^ MI/ (CDC la*, 



7tm&mm (c 2 4H 3a N,o 3 

N {%) 
6.6 1 
6. 48 

TMSftSfg ^♦VXX"^ HI/: m/z 

[0 0 8 2] *&S0iJ7 
, 2. 8 3- N-tert -^h*yMfc;P-L-7x^l/77 
5 0 (m, 6 -> N-^>^-N-^DA^75 F 
♦ [0 0 8 3] afc*»tttt; 
8H 2 Oi:LT) 
H (SO N (X) 
8.40 6.2 1 
8.14 6.2 1 

6:0. 9 5 - 1. 8 0 (m, 1 9 H) , 3. 04 
50 (m, 1H), 4. 0 7 (d, 1H, J = 18Hz), 
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4. 26 (d f 1H, J = 18Hz), 4. 42 (d, 
1H, J = 14Hz), 4. 55 (d, 1H, J = 14 
Hz), 4. 9 8 (m, 1 H) , 5. 2 5, 5. 3 9 
(fh^ftd. 1H, J = 8. OHz), 7. 00- 
7 . 2 7 (m, 1 0 H) 
TXX^h;V:m/z 43 7 ( [M+l] 0 * 
7G*#*rtt (C 28 H 3 2N2 03 i:bT) 
C {%) 

sms 75.65 
mmm 75. 6 9 

WLM$L&mX^>? Ml/ (CDC1 3 +, TMSrtfiSg 

m 

(5:1. 4 0 (s, 9 H) , 3. 0 0 (m, 2H), 
4. 24 (d, 1H, J = 18Hz), 4. 32 (m, 
2H) , 4. 69 (d, 1H, J = 15Hz), 4. 9 
1 (m, 1H), 5. 3 2 (m, 1 H) , 6. 80- 
7 . 3 0 (m, 1 5 H) 

•7XX^^:m/z 445 ([M+l] + ) 
[0 0 8 6] SaSW9 

N- t e r t -^h^f3)V^)V-L-B-^9U^ 20 

[0 0 8 7] afc*»tt«; 

7C###rffi (C„H S4 N 3 0 3 -H 2 0£l/t> 
N (30 
&&fi3 7. 14 
£Kffi 7. 2 4 

&«^&t®X^h;|/ (CDCl a +, TMSAS«)K 
TC^WfS (Ca4H3oN 2 02 • 0 
C (%) 
7 5.26 

nwtm 7 5. 2 1 

K«^*ti|X^^h^ (CDCht, TMSMi 
» 

6:1. 11-2. 16 (m, 11 H), 2. 6 5, 
2. 8 5 (-Ml-Wls, £toi*T3H) , 3. 00 (d 
d, 2H, J = 2. 5Hz, 7. OHz), 4. 30 
(d, 1H, J = 15Hz), 4. 63 (d, 1H, J 
= 1 5 Hz) , 5. 2 0 (m, 1H) , 6. 3 7 (m, ★ 
7c3§##rffl (C26H32N2O2 • 0. 

C (X) 



22 



* [0084] mmms 

N-tert -7h*i/ti)l>tf~)l- 1 L' 

[0 0 8 5] afb^W&tt; 
1 1 6- 1 1 8"C 



H (*0 

7.2 6 

7.3 3 

m) 

6 : 



N (%) 
6. 30 
6.2 7 



0. 8 4-1. 9 8 

2. 9 8 ftn^ns, 

(d, 1H, J = l 5Hz) , 
= 1 5Hz) ,4.72 (m, 



(m, 2 2H) , 2. 9 3, 
£:bi*T3 H) , 4. 4 7 
4.6 9 (d, 1H, J 
1H) , 5. 1 0-5. 



3 0 (m, 1H) , 7. 2 0-7. 3 6 (m, 5H) 
VXX^ h)V : m/z 3 7 5 ( [M+l] + ) 
[0 0 8 8] »Ml 0 

N - i/9W\*r is)Vl3 - L - 7 x.~)V7 

[0 0 8 9] 9fl3*«tt«; 



2 5H2 LT) 
H (%) N (%) 
8.0 3 7.3 1 
7.9 7 7.2 5 
★ 1H) , 6. 9 2-7. 3 8 (m, 10H) 
TXX^h;i/:m/z 3 7 9 ([M+l] + ) 

[0090] $ttm 1 

N - l/$W\*ri/)),T^)V- L -7xZJI/77^> 
[0 0 9 1] Sft^Wtttf; 



h)l (CDC 1 3 tf 3 , 



7 6.15 
7 6.00 



6:0. 83-1. 30 (m, 5H), 1. 65-1. 
7 8 (m, 6 H) , 1 . 9 6-2. 0 7 (m, 2 H) , 

2. 6 5, 2. 8 5 rt-ft-fh s, £t>1£T 3 H) , 

3. 01 (dd, 2H, J = 7. OHz, 14Hz), 

4. 16, 4. 4 3 (^n^tld, J = 
14Hz), 4. 3 9, 4. 5 7 (*tH?nd, &t># 



1 OHjO^UT) 
H (%) N (%) 
8.2 3 7.1 0 
8.16 7.0 7 

T1H, J = l 4Hz) , 5. 
2 8, 6. 3 8 «-n^ftd, 
OHz) , 6. 9 8-7. 3 2 



2 4 (m, 1 H) , 6. 
^fciirTlH, J = 8. 
(m, 1 0 H) 



50 



YXX^Hkm/z 3 9 3 ([M+l]*) 

[0092] mmwi 2 

n- K>H-;i/-3-*;i/#-;W -l-7x-j1/7 

N-^>v;i/-N-^^;i/7^ K 
[0 0 9 3] Sft^fHJtttt; 
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24 



MA 



96-9 7^ 



(CDC 1 3 *. 



C (%) 
7 5.89 
7 5.69 
TMS«« 



H (X) 
6. 1 2 
6. 1 3 
*H) 
(b 



4 0 (m, 1 4 H) 
7 . 9 9 (m, 1 H) 



7 5 
0 1 



5:2. 7 3, 2. 8 9 (^n?ns, £:bi*T3 
H) , 3. 20 (dd, 2H, J = 7. 0Hz, 1 3H 
z), 4. 24, 4. 41 (**Hfnd, ^ttl 10 
H, J = 16Hz), 4. 4 5, 4. 6 8 (^tl^tl 
d, J = l 6 Hz) , 5. 49 (m, 1 * 

7G3ft##Tffi (C2 6H 2 4Ni0 3 <i:bT) 
C (X) 
7 5.71 



N (%) 
10.21 
10.16 
7. 0 0-7. 
r s. 1 H) 
(brs, 1H) 

[0094] mmmi 3 

[0 0 9 5] afc¥»tttt; 



ft***"** ^ (CDC la*, 



5 : 
H) 
4. 
1H, 



2. 6 6, 2. 8 7 (tfl^ns, *tottT3 
, 3. 18 (b r d, 2 H, J = 7. OHz) , 
3 8 (d, 1H, J = 1 4 H z ) , 4. 6 8 (d, 



J = 14Hz) , 5. 46 (m, 1 H) , 6. 8^ 

mn^mmt ; Ttm^mm (d*H 3l n 2 o 3 t ut) 



H (%) N (%) 
5. 8 6 6. 7 9 
7 5.8 9 6.04 6.7 8 
TMSrtlK^ 3«€ 5 — 7. 7 1 (m, 1 6H) 

MS : m/z 4 12 (M+) 
[0 0 9 6] *Jg^|14 
20 N- t - yh^y^^fcJl/-L-7x^77Z> 

n- (i-7x^;u^Dtr;i/) -n-^;i/7$ f 

i [0 0 9 7] 



Waft***** SJU (CDC la* 

m 

(5:0. 7 4- 0. 7 7, 0. 8 8-0, 
m, ^btT3H) ,1.40,1.42 



2. 
(J = 
(m, 

4 1 
(m, i 



t>^X 9 H) , 1 . 6 1-1. 9 9 (m, 2 H) 
4 2, 2. 5 2, 2. 6 0 (*n*tl s , s, d 
8Hz), -&fc>-£T 3H), 2. 91-3. 09 
2H), 4. 8 2-4. 8 8 (m, 1 H) , 5 
(d, 1H, J=8Hz) , 5. 6 9-5. 7 5 

5E**>*T« (C 2 5H 3 4N2 0 3 ^UT) 
C (X) 

mtm 7 2. 5 0 

mmm 72. so 
K«a*»^^^h;w (cdc 1 3 *, TMSftgBg 

(5:0. 7 3-0. 9 5 (m, 6 H) , 1. 3 4, 1. 
4 2 s, -&3bi*T9H) , 2. 2 8-2. 3 0 

(m, 1H) , 2. 3 8, 2. 6 7 (ftl:s, ^fritT 
3H) , 2. 8 4-2. 9 5, 3. 0 4-3. 0 8 (# 
Km, §MT2H) , 4. 7 4-4. 7 8 (m, 1 
H) , 5. 34 (d, 1H, J = l 1Hz) , 5. 44 
(d, 1 H, J = 12Hz), 6. 92-7. 04 
(m, 2H) , 7. 2 0-7. 3 0 (m, 8H) 



C (%) H (%) N (%) 
7 2.7 0 8.1 3 7.0 6 
7 2.5 3 8.1 4 7.0 8 
TMSrtSK^ ★lH) , 7. 03 (d, 1 H, J = 7Hz) , 7. 15 
-7. 2 8 (m, 9H) 
9 6 (mz VX^hJkm/z 3 9 7 ([M+l + ]) 
(*fcs, -& 50 [0 0 9 8] Uttffll 5 

N - t e r t - ^h^y^M^-L -7ir:;l/7 5 
r:> N- (1 -73L~)l-2-*9>)l7n\£M — N 
-*^75 F 
[0 0 9 9] »fc*99tttt; 



VXWMhm/z 410 (M + ) 



H (%) N (X) 
8. 3 7 6. 7 6 
8. 40 6. 8 0 
40 [0 10 0] »M 16 

L-7x-^77-> N-^>^;i/-N-^^;i/7^ 
F2 0 0mg, 3, 3-^f*^>il0 4mg, 
1 - k H D*M W h U 7!/-A 1 5 1 mg, 
)V#)l&75. FlOral (DU&mz, *?frT, *J*s9u 
F2 3 lmg^HDt « 

*ira*., otrci»iiii«#b&. Wft^Sib, ffiiK 

**, 5 X««**^hU 1 
50 «*«Bvjf*5/^A-C(e»L, Si^fiiLL S@ 
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(5 : 1) ©fi«r»fflU N- (3, 3-^ 

-N-*?)V7$ HI 3 5mg£#7co 

[oioi] gfb^W&tt; 

2P) : 

0. 9 7, 1. 0 1 fcfcfcs, §)btT9H) , 



5 : 

2. 0 4, 2. 0 6 (&Ks, &t)tT2H) 
4, 
3. 
1 9 



2. 8 4 (&Ks, -&fc-£T3H) , 3. 
03 (#fcd, 6btT2H, J=7Hz) 
-4. 5 1 (m, 2H) , 5. 11-5 



2. 6 
0 0, 
, 4. 
,36* 



(14) #Bg3F5-2 94 9 1 5 

55 

* (m, 1H) , 6. 2 2-6, 3 9 (m, 1H) , 7. 
0 2-7. 3 0 (m, 1 OH) 
VX^^J HI/ : m/.z 3 6 7 ( [M+ 1. ] + ) . 
[0 10 2] 1 6 £H«fcLT«T«>fcft«fc«» 

SKffll 7 

N- [ (3R) - 3- O-lfUSW -1H, 3H- 

Kon [l, 2-c] ?7»/-;p-7->fjv*;w#^ 
[0 10 3] &{fc#W&tt; 



C (X) 

SIMt 6 8. 8 9 
68. 72 



(CDC Is*, 



0. 5HaOfcl/T) 
H (%) N (%) 

5.7 8 11.08 
5.66 11.23 
^">5 4 8mg, 
^ >3 5 Omg, 



S (%) 
6. 34 
6.5 7 

1 - fc F D*5/^> V h U 7 3 



a : 2 . 6 9, 2 . 8 6 (#tC s , ^totfT 3 H) , 
3. 0 6-3. 2 2 (m, 2 H) , 4. 3 6-4. 4 1 
(m, 2H) , 4. 5 2-4. 6 8 (m, 2 H) , 5. 
3 4-5. 4 0 (m, 1H) , 6. 26 (d, 1 H, J 
= 4Ha) , 6. 3 7, 6. 3 9 (#fcS, £fc>itT 1 
H) , 6. 50-6. 54 (m, 1H) , 6. 9 3- 
7. 0 0 (m, 1 H) , 7. 16-7. 3 2 (m, 9 
H) , 7. 5 1-7. 5 4 (m, 1H), 8. 5 4 



'8. 6 1 
4 9 8 



(m, 1H) 
( [M+2] 



) 



(s, 1H) , 8. 5 9 

[0 10 4] ffifcMl 8 

N- t e r t -^h+'>W#-iI/-L-7x-;i/77» 
7C3?§##r{B (CjsHssNjOsiLT) 
C (%) 
74. 63 
74. 36 
h)l (CDCla*. TMSft&g 



49mg, ^!/>^D7-f HI 0ml ©ffl^ttfc, * 
59 JfrT, ^^^pa+^MW^ 5 H2 3 lmgfcin 

U ^*iJ->-S^Kx^;i/ (10:1) DSttTTifttil 
U N- t e r t-^h+viJjVtol'-L-7x^ 
75-> N-^>yJl/-N-y^D^yJW^7 

[0 10 5] Sft^Wtett; 



6:0. 76-0. 87 (m, 2H), 1. 09-1. 
14 (m, 4H), 1. 36, 1. 41 s , 

tt9H) , 1. 4 9-1. 64 (m, 5 H) , 2. 8 
4-3. 0 9 (m, 4H) , 4. 2 9, 4. 4 1 (*ft 
•?nd (J = 1 5 Hz) , s, StotT2H) , 4. 7 
9-4. 9 2 (m, 1H), 5. 3 7-5. 4 9 
d, §btTlH, J = 8Hz) , 6. 99-7. 24 
(m, 10H) 
TXX^Hkm/z 4 50 (M + ) 

&tf, nmiz hxmmm 19-20 v>vc<sm*mc 0 
[0106] mmmi 9 

N - t e r t -^h+^;U^-;i/-L-7x-JI/7^ 
-> N- [ (S) -a-*?)V<>z?M -N-**? 
;!/7£F 



H {%) N (X) 
8.5 0 6.2 2 
8.3 8 6.0 9 

[0 10 7] WWWtttt; 

7C*##NI (CaHsoN.OstbT) 

C (%) H (%) N {%) 
a»fil 7 2. 2 2 7. 9 1 7, 3 2 
mSfrfe 7 1.9 5 7. 9 5 7. 2 3 
40 mUMMX** Nl^ (CDCh, TMSWSSgip) 
<5:1. 42-1. 44 (m, 12 H) , 2. 44- 
2. 5 3 (*fcs, ^t)tT3H) , 2. 9 6-3. 0 
3 (m, 2H) , 4. 8 2-4. 8 7, 5. 0 8-5. 
1 2, 5. 3 9-5. 4 3, 5. 8 9-5. 9 4 (*T^ 
Tm, £*r&T3H) , 7. 0 0-7. 3 0 (m, 10 
H) 

TXX^HJU:m/z 3 8 2 (M + ) 
[0 10 8] ^J6^2 0 

N - t e r t -^h+^M-^-L-7i-Jl/77 
50 ~y N- [ (R) - a-^)V^>P)l] 
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2? 

[0 10 9] 3Kb*fl9tttt; 
7C*#*Frfi (C I8 H 30 N,O 3 0. 2H,0£UT) 

C (%) H (%) N (96) 

a»® 71.55 7.94 7. 26 
£»<B 71. 56 7. 97 7. 13 
tHWBWX^h* (CDC la, TMSrtS®2p) 
5:1. 28 (d, 3 H) , 1 . 41, 1 . 44 <#fc 
s, -&to*T9H) , 2. 3 0, 2. 5 7 (#fcs, <& 
htT3H) , 3. 0 1-3. 0 3 (m, 2 H) , 4. 
77-4. 8 2, 5. 04-5. 0 8, 5. 2 6-5. 
2 8, 5. 9 5 - 5. 9 8 (f^Tm, £t>^T 3 
H) , 7 . 18-7. 30 (m, 1 0 H) 
VXX^MWm/z 3 8 2 (M + ) 

[oho] $mm2 1 

N-tert -^h^y^Jl/fcJl/-L - 7 x ~ Jl/7 y 
->3 0 0mg, 1 -t Hn*3/^>*/hU7y-;H 
5 0mg, SlXf^l 5m 1 Ofifcfc, *#T4-^ 
>^WJ^>17 0mg, i?^^D^yM;i/# 
F2 3 Omgfcflljt. fiflT-*«#U&. 

*30ml, ft»**^hU^Al gftHPA. 8tb<iB 

5mi sun*, *&®*®MLTm, mmzm&TK 
57^-Kttu h;>x>-SKx^;i/=9 : i<d^« 

"Ci§fflbT4-^>y^-l- (N-tert-^ht 
^*W^-L-7x-Jl/77-JW tr^U^>3 6 
OmgSSL 

[oin] ma&tmvt; 
7m#$tm (c„H 3B N 3 o a ^br) 

C (*) H (96) N (X) 
3IM 7 3.9 0 8.1 1 6. 6 3 
$Z3ktt 73.61 8.21 6. 68 

TXX^Jhjkm/z 4 2 2 (M + ) 
«TR«K:l/T*lfiW 2 2-2 7 <Oft#ftS»fc. 
[0 112] SQS092 2 

N-ter t -yh^y^i^-Jl/-L-7x-;l/77 
X> N — f\>75-)\,-N-*?)V7* H 

[0 113] afc*»tt*; 
*aatt»X^^ (CDC 1 3 , TMSrtSBgip) 
(5:0. 8 0 (d d, 6H) , 1. 39 (s, 9H), 
1 . 7 - 1 . 9 (m, 1 H) , 2 . 7 2, 2 . 8 4 (ft 
4r s , £-fe*T 3 H) , 2 . 6 0-3. 2 0 (m, 4 
H) , 4. 8 3 (q, 1H) , 5. 3 5 (t, 1 H) , 
7 . 10-7. 30 (m, 5 H) 

hil/:m/z 3 3 5 ( [M+l] + ) 

[0 114] 3a£092 3 
N-tert -^h^>M#-JV-L-7x^77 
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28 

[0 115] 

■*«a#*x^* i>;i/ (cdc is.., TMSftfltew) 

5:1. 40 (s, 9H), 0. 8-1. 8 (s, 10 
H) , 2. 4 6, 2. 7 4 (£*s, &t>tT3H) , 
2. 9 6 (t, 2H) , 4. 3 5 (m, 1 H) , 4. 8 
2 (dd, 1H) , 5. 43 (br, 1 H) 
7. 1-7. 3 (m, 5H) , 
7XX^hJkm/z 36 1 ( [M+l] f ) 
10 [0 11 6] *JM2 4 

N-tert - ^b^y^iW-Jl' - L-7x ~ ;l/7 7 

[0 117] afb^M&tf; 

im§i&mx*9h)V (CDC la, TMSftgRg*p) 
6:0. 7-0. 9 (m, 2 H) , 1. 0-1. 2 5 
(m, 3H) , 1. 4 1 (s, 9H) , 1. 4 2-1. 
5 6 (m, 2H) , 1. 6 5 (b r s, 4H) , 2. 7 

1, 2. 8 4 (ft*s, £fc>ttT3H) , 2. 9-3. 
2 (m, 4H) , 4. 8 2 (d t, 1 H) , 5. 3 5 

20 (m, 1H) , 7. 1-7. 4 (m ( 5H) 

77X^Hkm/z 3 7 5 ( [M+l] + ) 

[0118] &mm2 5 

N-tert - ^h^yMfcjHL-7xZJl/77 

-> N— (2-5/^n^*S/;px^;w -N-*3M1/ 
73 F 

[0 119] 8fc*Wtttt; 
jRatftWBX^ hJU (CDC 1 3 , TMSft8Bg2p) 
(5:0. 8-1. 0 (m, 2 H) , 1. 0-1. 4 
(m, 5H) , 1. 4 (s, 9H) , 1. 6-1. 7 
30 (m, 6H) , 2. 6 1, 2. 84 (ft*s, ^fritT 
3H) , 2. 9-3. 4 (m, 4 H) , 4. 7 8 (d 
d, 1H) , 5. 37 (dd, 1H) , 7. 1-7. 4 
(m, 5H) 
V**^h;U:m/z 3 8 8 (M + ) 
[0 12 0] HJS0J2 6 

N-tert -^h*->^;U#XJl'-L-7xx;i/7^ 

-> n-v^d^\^;v^^;1/-n-^^;V75 H 

[0 12 1] affc^Wtttt; 
WBW*X^^ (CDC Is, TMSf*JgSg2p) 
4? <5 : 1. 0-2. 0 (m, 1 3 H) , 1. 4 1 (s, 9 
H) , 2. 6 9, 2. 8 3 (&4 s, &to«3H) , 

2. 8 - 3. 3 (m, 4 H) , 4. 7 8 (d d, 1 
H) , 5. 2-5. 4 (br, 1 H) , 7. 0-7. 4 

(m, 5H) 

TXX^^ Ml/ : m/z 3 8 9 ( [M+ 1 ] ♦) 

[0122] $mm2 7 

1 -l>i?)V-4- (N-tert-^^yMfc 

ji/-L-7x^;i/77^;W tf^?v> A57vi/- 

50 [0 12 3] 3Kfc*Wtt«; 
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®mL&mz<2 h)V (CDC Is, TMSftSSS*?) 

6:1. 31 ( s , 9 H) , 2. 0-2. 3 (m, 4 

H) , 2. 7- 2. 9 (m, 2 H) , 3. 2-3. 5 
(m, 6H), 4. 5 7 (d d, 1H), 6. 6 3 
(s, 2H) , 7. 0-7. 4 (m, 1 OH) 

1 3. 1 (br, 1H) 

TXX^hikm/z 4 24 ( [M-C4H4O4 ] 
+ 1) + 

[0124] mmm2s 

N- t e r t - h L - 7x^7 v 

->4. Og, N-^^Jl^U >1. 6 6ml, Jk 
I/fh7t:h t D77>8 0ml (DMSWz, J 

afb^wtttf ; Ttmmm < c 2 8 

C (%) 
7 3.56 
7 3.46 

t%#mX'<2h)V (CDCIa*. TMS^&g 



30 



6:1. 37, 1. 43 (Pk\Zs, -&:b-£T 9 H) , 

2. 5 7, 2. 6 7 WlCs, -&tr£T3H) , 3. 0 
2 (d, 2 H, J = 8Hz), 4. 79-5. 43 

(m, 2H) , 6. 8 5-7. 4 2 (m, 1 5 H) 
VXX^ V)V:m/z 4 4 5 ( [M+ 1 ] + ) 
£TF, H8£ 2 9-3 6 

[0 12 6] H£iS#|2 9 

N-^> *J)Vtt v * )Vtf~)V - L - y x nJl/7 5 - > 

[0 12 7] affc*fi9tt«; 
7«f#Sf4S (C I5 H J9 N a 0 3 tUT) 

C (SO H (30 N (%) 
SiWi 7 4. 60 6.51 6. 96 
m&m 74. 3 6 6. 5 3 6. 84 
«BW«WX^h^ (CDC la, TMSrt^gip) 
6:2. 5 9, 2. 7 7 (&i£ s, -&t)#T 3 H) , 

3. 00-3. 11 (m, 2H) , 4. 2 6, 4. 62 
(#fcd, £t>i£T2H, J=14Hz ) , 4. 9 3 

-5. 10 (m, 3H) , 6. 3 7 (d, 2 H, J =9 
Hz ), 6. 9 2-6. 9 4, 7. 0 0-7. 0 2 
(^Cm, §to^T2H) , 7. 12-7. 28 (m, 
1 3H) 

TXX^ HI/:m/z 4 0 3 ([M+l] + ) 

[0128] $mm3o 

N-tert - ^ h*^*W^-D L - 7xrM 
[0 12 9] 

imftVm (CnHnNt 0 3 ■ 0. 5H,OttT) 
C (%) H (5K) N (%) 
6 9. 40 7. 4 9 7. 7 1 
69.36 7.29 7.62 

ttaowB*^ h;u (cdc ia, TMs^gsgs?) 



* -jWfrSJT, £ d D^K-Y 7 2 . 0 6 g £Jn*-, 
-1 5— 2 0 < CT2 0^WS#bfco EfBWCN-* 
^^>X-t . P 'J .5 > 2 ... 9 7 g tv- h .5 1 H n 7 
5>10mlOfi^*m, a«T2l9IBlS*l/fc. 

77>f-t#U a^>-i«x*;p (5 : 1) (DM 
*T*aU N- t e r t-^h+v^;i/#-;u-L- 

5F4. 9 5gSfL 
* [0 12 5] 
H 32 N20 3 • 0. 7HaO^:bT) 
H (%) N (30 
7.3 6 6.1 3 
7.13 6.13 

6:1. 4 1 (s, 9H) 

2. 8 0, 2. 8 7 (mzs, <&fcrrr3H) , 4. 3 

8- 4. 6 1 (m, 2H) , 5. 4 2-5. 7 0 (m, 
20 1H) , 6. 08 (d, 1H, J=8Hz), 7. 09 

-7. 4 4 (m, 1 OH) , 

HU : m/ z 3 54 (M + ) 
[0 13 0] %Kfl3 1 

N-ter t-^h^v^J^-;l/-L-A*'J> N- 

[0 13 1] affe*Mtttt; 
7n*##r* (C 1B H a8 N a O s • 0. 3H a Ofcl/T) 
C (%) H (%) N {%) 
«Mt 6 6. 3 5 8. 8 5 8. 6 0 
30 ^Kffi 6 6.1 7 8.7 8 8.44 
SOft***^ HI' (CDC la, TMSf*jg&g2p) 
6:0. 9 6 (dd, 6H) 

1. 43, 1. 4 5 (ftfcs, £fri*T9H) , 1. 9 
5-2. 04 (m, 1H) , 2. 9 0, 3. 0 2 

s, -&fc>1*T3H), 4. 5 6 -4. 5 9 (m, 2 
H), 7. 24 (t, 1 H, J = 14Hz ), 7. 1 

9- 7. 3 6 (m, 5H) , 

VXX^ hJkm/z 32 1 ([M+l] + ) 

[0132] mmm$2 

40 N-tert -^h+^W^I/- 1 - W5il/-L 

[0 13 3] Sffc^tttttt; 
7c3S##r« (C, 5 H, 9 N 3 04 • 0. 2H,Ofcl/T) 
C (SO H (5X0 N 0*0 
3HMI 6 8. 3 8 6. 7 5 9. 5 7 
^ftffi 6 8. 2 6 6. 8 2 9. 3 6 
«««*»X^h^ (CDC la, TMS^gSS^) 
6:1. 3 9, 1 . 4 4 s ( ^fc-ST 9 H) , 

2. 6 8, 2. 8 8 (WCs, -&fc>13;T3H) , 3. 0 
50 3-3. 13 (m, 2H), 4. 2 5-4. 5 1 (m, 
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2H) , 5. 03-5. 04 (m, 1 H) , 5. 39, 

5. 5 2 (mzd, fitottlH, J = 8 - 9 H z ) , 

6. 9 3—7.6 8 (m, 8 H) , 8 . 3 7 (d, 1 
H, J=7Hz) , 8. 8 6, 9. 0 0 WHs, &t> 
ttlH) , 9. 3 8 (s, 1H) 

TXX^i? h)V : m/z 4 3 6 ( [M+ 1 ] + ) 

[0 13 4] mmw3 3 

N - t e r t - ^N+^Mfc^-L-f N 
-^y-J)V-N-^Jl7^ H 
[0 13 5] WbWSHttt; 
7C*#«Tfi (C„H„N,0 4 ■ 0. lHiOfcLT) 
C (X) H <*) N (X) 
W&m 68. 41 7. 36 7. 25 

mmm 68.24 7.47 7. 1 e 

tWJBW^^ (CDCli, TMSrtSS&ip) 
5:1. 41, 1 . 43 s , -&to*T 9 H) , 

2. 6 6, 2. 8 4 (#fcs, £fc>tfT3H) , 2. 9 
2 (d, 2 H, J = 5Hz), 4. 23-4. 87 

(m, 4H) , 5. 4 1 (brs, 1 H) , 6. 6 2- 
6 . 7 4 (m, 2 H) , 6 . 9 0- 7. 3 6 (rn, 7 
H) , 

b)V : m/z 3 8 5 ( [M+ 1] + ) 
[0 13 6] HJ80H3 4 

N-tert - ^ h ^y^^fcJV- L - 7 7 
-> N-*^;U75H 

[0137] «b*»tt«: 
7n*##rfi (C 16 H aj N 3 O a ■ 0. 2H a O£UT) 
C (%) H (X) N {%) 
«MK 63.90 8.01 9. 94 
%IMt 63.83 7.94 9. 8 6 
VmSS&mxHrh)]f (CDCli. TMS^SRgip) 
5:1. 38 (s, 9H) , 2. 70 (d, 3 H, J = 
5Hz), 3. 03 (d, 2H, J = 7Hz) , 4. 3 
4 (q, 1H ( J = 8Hz) , 5. 26 (d, 1H, J 
= 8Hz), 6. 21 (b r d, 1H, J = 5H 
z) , 7. 0 7-7. 4 1 (m, 5 H) 
TXX^HV:ra/z 2 7 9 ([M+l] + ) 
[0 13 8] ^093 5 

N-tert - 7 h L - 7xZJl/J ^ 

[0 13 9] afc«9tt«; 
ISA 1 5 0-1 5 4t; 
jmftffim (C, 7 H 30 N 3 O 3 i:l/T) 

C (%) H (%) N (X) 
7 5.3 2 7.0 2 6. 5 1 
7 5.2 7 7.0 9 6. 4 5 

mm^m^^h)v (cdcu, tms^85^2P) 

6:1. 40 ( s , 9 H) 

3. 05 (d, 1H, J = 2Hz) , 3. 12 (s, 1 

7C*»«f* <Ca«H.4NiO« • 0. 
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H) , 4. 3 8 (dt, 1H) , 4. 9 5-5. 0 4 
(m, 1H) , 6. 11, 6. 2 0 (*fcs, ^t)*T 

1H) ... 6. 4 6-6. 5 6 (m, 1H), 6. 9 4 — 

7 . 3 2 (m, 15H), 

TXX^hJl^m/z 43 1 ([M+l]*) 
[0 14 0] 5feSB0J3 6 

N-tert - y b +y ^JJ^-JP - L - 7 x-J|/7 7 
-> N- (2-*h*v^>^;w -N-*^7£ 
H 

i0 [0 14 1] gtfb¥«tt#; 

*BS»»X"** MMCDC li. TMSrtl«S2p) 
6:1. 40, 1 . 41 s , £*>it:T 9 H) , 

2. 6 9, 2. 7 8 (ftfcs, §JbtT3H) , 2. 9 
8-3. 0 0 (m, 2H) , 3. 7 7, 3. 7 9 
s, §^tT3H) ( 4. 4 0 -4. 5 8 (m, 2 

H) , 4. 8 7, 5. 0 8 (#fcq, &t)tTlH, J 
= 7-8Hz ) , 6. 8 1-7. 0 0 (m, 3H) , 
7 . 16-7. 28 (m, 5 H) 
YXX^Mkra/z 3 9 9 ([M+l] + ) 

29 [0142] mm 3 7 

N-tert -^F+>'*;U^;i/-L-7x-;U7^ 
-> N-^>yJhN-^^7$ H2 0 Omgt h 
U7WnSf8 5ml (0S&«f^M?2 0#na8£# 

**W-MJ*A. h U "irA*««ft»A. Kit 

fc^U^n^-f HI Oml <h HJXtMI/7^>0. 

1 1 3mi $jua, *-;**/-;wmjit, 

50 ZUy-i Hi 14mgt^fl/>^n7-fHlmlfl!>S 
MT?2l»|IMt#Ufc. R**K:*nn* 

*3^!)ATft«U MKIl^D 
Th^7^-l:ftU ^*>-IHxfA (2 : 

I) <BiB*THBIIU N-^>^;i/-L-7xZ;i/7 

N-^>^;i/-N-^^;i/75 F 1 8 4mg£ 

[0 14 3] Sfc*»tttt; 



40 



2H 2 0tLT) 
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C {%) 

m^m 7 6. 6 5 

7 6. 6 4 

mm%&mx^#h)i> (cdci 9 *, tmsam 

(5:2. 7 2, 2. 8 8 (*fcs, ^t>tT3H) , 
3. 15, 3. 18 (#fcd, &t>#X2H, J = 7H 
z), 4. 3 0-4. 7 5 (m, 2 H) , 5. 31- 
5 . 5 6 (m, 1 H) , 6 . 9 5-7. 61 (m, 14 
H) , 7 . 7 0-7. 8 7 (m, 2 H) 
7XX^ h)V:m/z 3 7 3 ( [M+ 1 ] + ) 

«t, mmz vxmmm 38-42 a>ft^«6»&. 

[0 14 4] $mM3 8 
[0 14 5] 

TcS^ffiffi (C a0 H, 4 N s O 3 • 0. lHiOiUT) 
C {%) H {%) N (») 
BIMK 70.19 7.13 8. 19 
^iSMt 7 0.1 3 7.1 4 8. 1 6 
MmUkm7Sl!?Y)V (CDC la, TMSf^eSg*) 
6:1. 2 1, 1 . 2 3 (Pk\Z t , £fc>i*T 3 H, J = 
7 Hz) , 2. 63, 2. 84 (ftlCs, ^MT3 
H) , 2. 9 9, 3. 0 3 Wild, ^t)itT2H, J 
= 7Hz) , 3. 9 5-4. 5 4 (m, 4 H) , 4. 7 
0 - 5 . 0 3 (m, 1 H) , 5 . 4 2-5. 6 0 (m, 
1H) , 6. 9 2-7. 4 0 (m, 1 OH) , 
TXX^i7 h)V: m/z 3 4 0 (M + ) 

[0 14 6] mmm3 9 

N-lfAD>f^-L-7x-;l/77-> N-^>Xt 
[0 14 7] 

7C*##rffi (C l8 H 31 N 3 0 3 ■ 0. 4H,Oi:LT) 
C (X) H (X) N (X) 
a»ffl 77. 17 7.59 6. 43 
XHttt 77.22 7.64 5.97 

tm&XmX^hJV (CDC la, TMS[*3&g2p) 
0:1. 0 8, 1. 17 (#fcs, ^t)tT9H) , 
2. 6 3, 2. 7 1 WKs, -&^ii:T3H) , 2. 9 
7 — 3. 14 (m, 2H) , 5. 2 3 — 5. 3 4 (m, 
1H) , 6. 3 3, 6. 5 9 (*fcd, 
J = 8Hz) , 6. 9 8-7. 3 2 (m, 1 5H) 
7XX^Ml.:m/z 4 2 9 ([M+l] + ) 

[oi4 8] mmmio 

N- (1-T?V>?M *M^-L-7i^7 
N-^>XbHU;U-N-^^;i/7^H 
[0 14 9] afb^tfrt&R; 



(18) #$¥5-2 949 15 

H (X) N (%) 
6. 54 7. 4 5 
6. 5 8 7.0 8 

TCft&ffit (C a 4H S8 N,0, • 0. lH.OtLT) 
C (X) H (X) N (%) 
8 0. 3 1 7. 5 7 5. 5 1 
8 0. 3 2 7. 7 8 5. 2 9 
Wm&mx*2b)l' (CDC la, TMSftig?) 
6:1. 6 6-1. 7 4 (m, 7 H) , 1 . 84 (m, 
10 5H) , 1. 9 9-2. 0 3 (m, 3 H) , 2. 6 2, 
2.6 9 (*fcs, -&t?ii:T3H) , 2. 9 6-3. 1 
2 (m, 2 H) , 5 . 2 3- 5. 2 8 (m, 1 H) , 
6. 2 8, 6. 5 3 (*fcd, §b*TlH, J = 8H 
z) 

6. 9 3-7. 3 2 (m, 1 5H) 
YXX^W:m/z 5 0 7 ([M+l] + ) 

[0150] nnmi 1 
a? [0151] afc*we#; 

7G$#flrfl (CsiHi.NiOiO&l/T) 

C (X) H (X) N (X) 
Bttffi 71.16 7. 39 7. 90 
ftMl 7 0. 8 7 7. 48 7. 8 9 
(CDC la, TMSrtflWP) 

5:1. 18-1. 2 3 (m, 6 H) , 2. 6 3, 2. 
8 4 s. §MT3H) , 2. 9 7-3. 0 3 

(m, 2H) , 4. 1 6, 4. 3 6, 4. 4 0,4.6 
0 (f^Td, ^t)tT2H ( J = 14-16Hz), 
30 4. 8 0-4. 9 5 (m, 2 H) , 5. 44, 5. 54 

(mzd, <&fc#TlH, J=9Hz), 6. 97- 

7. 3 0 (m, 10H) , 
TXX^Hkm/z 3 5 4 (M + ) 

[0152] mmm4 2 

N - is $ n'0?;i/**3/*;u#-;w - L - 7x ~;i/7 

N-^>XfcHU;U-N-^^JV7^H 
[0 15 3] »fc*»tttt; 
7C*##Ni (CjgHsaNjOsOtUT) 

C (%) H (%) N (X) 
40 B&tit 7 6. 2 9 7. 0 6 6. 1 4 
SBRtt 7 6.1 0 7.04 6.1 0 

mm&mTs^bfr (cdcu, TMs^ffig^) 

6:1.5 5-1. 8 3 (m, 8H) 
2. 5 8, 2. 6 9 (#fcs, £fcrt*:T3H) , 2. 9 
6-3. 0 9 (m, 2H) , 4. 9 6-5. 0 8 (m, 
2H) , 5. 3 9, 5. 5 4 (#fcd, Sto*TlH, 
J = 9-10Hz) , 6. 9 0-6. 9 2 (m, 2H) 
YXX^HV:m/z 4 5 6 (M + ) 
[0 15 4] *J60H3 
50 L-7xZJl/77n> N-^>yJl/-N-^fJl/7a 



—180— 



35 

K3 0 0mg, ^3 L U>t?u : 7'1 HI Oml <D&%&\Z, 
*»Tt -^M7->7^- h 2 0 0mgt*?U> 
F5ml O*«SlBI*. £fiT4«IBHt#t 
fco KJSJKfcBHXWVB Oml Sin A, 10%#X> 

ttftU **S«B£TKtf*UT, N- (N- t e r t 

-^I/^A^-OV) -L-7x-;P7^-> N- 

[0 15 5] W{t¥#)&#l ; MI, 
(CDC Is*, TMS 



(19) #§l¥5-2 94 9 1 5 

36 

6:1. 2 5, 1 . 2 8 (#* s , •g-fctt T 9 H) , 
2. 6 9, 2. 8 0 (&*s, #totT3H) , 3. 0 
-3. 1 (m, 2H) , 4. 3 9, 4. 5 8 (d, 2 
H) , 5. 14 (m, 1H) , 6. 8-7. 3 (m, 1 
OH) 

YXX^hikm/z 3 6 8 ( [M+l] + ) 

«T, *2-l 5 fc, ±Gtt&fl, #*ffl*£tf&HM 

[0 156] 
*I0 [«2] 
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(20) 1$g|¥5-2 949 1 5 
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[0 15 8] [*4] 
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[0 16 0] [*6] 
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(24) *?g|¥5-2 949 1 5 
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[0 16 2] [&8] 
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(25) 4$§l¥5-2 94 9 1 5 
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[0 16 3] [«9] 
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(26) #98^5-2 949 1 5 
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E 
m 

(32) *JH¥5-2 949 1 5 

(5i)iDt.ci. s jhne5- jfmnmn fi 

C 0 7 C 271/22 6917 -4H 

275/42 6917 -4H 

CO 7D 209/18 9283 -4C 

277/66 

307/81 

417/04 9051-4C 
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